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=> b reg 

FILE 'REGISTRY' ENTERED AT 11:20:16 ON 23 SEP 2008 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2008 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by IrifoChem. 

STRUCTURE FILE UPDATES: 22 SEP 2008 HIGHEST RN 1051655-89-0 
DICTIONARY FILE UPDATES: 22 SEP 2008 HIGHEST RN 1051655-89-0 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH July 5, 2008. 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY,, refer to: 

http : / /www . cas . org/ support / stngen/ stndoc /properties . html 

=> d gue sta 18 

L4 STR 



C0N C^N 
@9 @10 @11 @12 




Nwc^C^G4 
^ 15 16 

Ak 17 

OH 
18 



VAR Gl=9-2 10-6/11-6 12-2 
REP G2=(l-4) C 
VAR G3=0/S 
REP G4= ( 1-6 ) C 
REP G5= ( 0-5 ) C 
NODE ATTRIBUTES: 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 18 

STEREO ATTRIBUTES: NONE 

L6 1987968 SEA FILE=REGISTRY ABB=ON PLU=ON 14-17/RATC 

L8 698 SEA FILE=REGISTRY SUB=L6 SSS FUL L4 

100.0% PROCESSED 768346 ITERATIONS 698 ANSWERS 

SEARCH TIME: 0 0.0 0.16 



=> d gue sta 112 
L12 STR 
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C^N 
@9 @10 



C-0^N 
@11 @12 




VAR Gl=9-2 10-6/11-6 12-2 
REP G2= ( 1-4) C 
VAR G3=0/S 
REP G4= ( 1-6 ) C 
REP G5= (0-5) C 
NODE ATTRIBUTES: 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 19 

STEREO ATTRIBUTES: NONE 



=> d que sta 121 

L4 STR 



C0N 
@9 @10 



C^>N 
@11 @12 



1 5 
Gl^ G5 
< 2 3 4 



13 G3 = C 7 




Ak 17 



OH 
18 



VAR Gl=9-2 10-6/11-6 12-2 
REP G2=(l-4) C 
VAR G3=0/S 
REP G4=(l-6) C 
REP G5=(0-5) C 
NODE ATTRIBUTES: 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 18 

STEREO ATTRIBUTES: NONE 

L6 1987968 SEA FILE=REGISTRY ABB=ON PLU=ON 14-17/RATC 

L8 698 SEA FILE=REGISTRY SUB=L6 SSS FUL L4 

L19 STR 
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1 

Gl-v" C-^v C-^v C-^ G5 
< 2 3 4 S 



5 



19 
G3 



20 
G3 



13 G3=C 7 




@9 



@10 



011 



C-0-N 
@12 



Ak 17 



OH 
18 



VAR Gl=9-2 10-6/11-6 12-2 
REP G2= (1-4) C 
VAR G3=0/S 
REP G4= ( 1-6 ) C 
REP G5= ( 0-5 ) C 
NODE ATTRIBUTES: 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 2 0 

STEREO ATTRIBUTES: NONE 

L21 188 SEA FILE=REGISTRY SUB=L8 SSS FUL L19 

100.0% PROCESSED 698 ITERATIONS 188 ANSWERS 

SEARCH TIME: 00.00.01 



=> b heap 

FILE 'HCAPLUS' ENTERED AT 11:20:38 ON 23 SEP 2008 

USE IS SUBUECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2008 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 23 Sep 2008 VOL 149 ISS 13 
FILE LAST UPDATED: 22 Sep 2008 ( 2 0 0 8 0 9 2 2 /ED ) 

HCAplus now includes complete International Patent Classification (IPC) 
reclassification data for the second guarter of 2008. 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

=> => d bib abs hitstr 138 tot 
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L38 ANSWER 1 OF 2 HCAPLUS COPYRIGHT 20 
AN 2008:90973 HCAPLUS 
DN 148:19196? 

TI Preparation of raacrocyclic compounds 
IN Machauer, Rainer 

PA Movartls AG, Switz.; Novartis Pharraa 
SO PCT Int. Appl., 35pp. 

CODEN: PIXXD2 
DT Patent 
LA English 
FAN.CNT 1 

PATENT NO. 



PI 



KIND DATE 



WO— 2008009734 



useful as BACE 



APPLICATION NO. 



2007WO-EP00S7492 



L38 ANSWER 1 OF 2 HCAPLUS COPYRIGHT S 
IT 8S2877-4S-3P, (3S, 14R, 16S) -16- ( (S) - 



ACS on STN (Continued) 
: neurol . or vascular disorders 
aggregation. 

iloro-l-hydroxyethyl 1-3,4,14- 



(prepai 



>lute stereochemistry . 



JPN (Synt 
icrocycli 



letic preparation) ; PREP (Preparation) ; RACT 
: compds. useful as BACE inhibitors) 




P.E . CNT 4 




AB Title compds . represented by the formula I [wherein Rl = (CH2)kNRaRb; k = 
cycloalkyl; R2 = H or alkyl; R3 = H, alkyl, ( un ) subst ituted alky 1-OC ( O ) NH, 

(cyclo) alkylene, piperidinyL or pyrrol idinyl ; Y = a bond, O, S02, etc.; Z 
= O, CH2, OF2, etc.; n = 0-5, the number of ring atoms included in the 
macrocyclic ring being 14, 15, 16 or 17; in free base form or in acid 
addition salt form] were prepared as BACE inhibitors. For example, II was 
provided in a multi-step synthesis starting from tert-Bu 

( (S) -1- ( ( (IS, 3R) -l-( ( IS) -2-chloro-l-hydroxyethyl ) -3-methy lhept-6- 
enyl] carbamoyl] ethyl] (methyl) carbamate. II showed inhibition of human 
BACE with ICS0 value of 0.03 uM. Thus, I and their pharmaceutical 
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2005:472134 HCAPLUS 

143:26648 

Preparation of macrocyclic lactams for treatment of neurological or 
vascular disorders related to J3-amyloid generation and/or aggregation 
Auberson, Yves; Betschart, Claudia; Glatthar, Ralf; Laumen, Kurt; 
Machauer, Rainer; Tintelnot-Blomley , Marina; Iroxler, Thomas J.; Veenst 

Novartis A.-G., Switz.; Novartis Pharma G.m.b.H. 



KIND DATE 



PI WO — 2 0 05049585 



AU— 200429127* 



APPLICATION NO. 



2004WO-EP0012497 



io 



u 1 5 4 i 



I'd 



-1682521 
AT, BE, 



IE, SI, FI, 
BR— 20040162 76 

CN 1902182 

JP— 2007S10002 

mx-1oo6pao5o31 

IN-2006CNU152 7 
US-20070072792 

PPAI 2uu3GB-uuuu2S83u 
2004WO-EP0012497 

OS MARPAT 143:26648 

GI 



Al 
DE, 



2 0 060716 



9 76 2 1 



RO, CY, TR, BG, 

A 20070123 

A 20070124 

T 20070419 

A 20060706 

A 20070706 

Al 20070329 

A 2003110S 

W 20041104 



i, GR, IT, LI, LU, NL, SE, MC, 
:, EE, HU, PL, SK, IS 

2004BR-000016276 

20U4CN-U8UU39425 

20U6JP-UUU538 745 

2006MX-PA0005032 

2006I17-C170 0 0 1 S2 7 

loo6US-ooo5 7 7160 



PT. 

20041104 
20041104 
2 0 0 4 1 1 0 4 
20060504 
20 060504 
2 0 060602 



X^_^N 

T \.2 
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0-2); R2 = H, Cl-4 alkyl; R3 = H, Cl-6 alkyl, ( un ) subst ituted Cl-6 
alkyl-OC(0)NH, C3-7 cycloalky 1-OC ( O ) NH, C3-7 cycloalky 1-C1-4 
alkyl-OC(0)NH, aryl-Cl-4 alky l-OC ( O ) NH, heteroary 1-C1-4 alky 1-OC ( O) NH, 
Cl-4 alkyl-C(0)NH, C3-7-cycloalkylC(0)NH, aryl-C(0)NH, aryl-Cl-4 



!F2CF2, 



:loprop-l . 2-yl- 



Llkyl- 



Cl-3 i 



Lkyl. 



S(0)2, each ( un ) subst ituted S(0)2NH, NHS(0)2, NH, CHOH, C(0)NH, NHC(O), 
C(0)NHO, or ONHC(O); Z = O, CH2, OF2, CHF, cycloprop-1 , 2-y lene, a bond; n 
= 0-5, the no. of ring atoms included in the macrocyclic ring being 14, 
15, 16 or 17, in free base form or in acid addn . salt form] . These 
compos . at* useful as pharmaceuticals for the treatment of neurol. or 
vascular disorders related to (3-amyloid generation and/or aggregation 
which may include neurodegenerative diseases like Alzheimer's disease, 
Down's Syndrome, memory and cognitive impairment, dementia, amyloid 
neuropathies, brain r nf 1 ammat r .on . nerve ano! lorain trauma, vascular 
amyloidosis, or cerebral hemorrhage with amyloidosis. They inhibit BACE2 



.ng enzyme 2) 
! pepsin-type 



( 2) 



. prot 



'ing 



and as such inhibit the generation of P-amyloid and the subsequent 
aggregation into oligomers and fibrils. Thus ring-closing metathesis of 
hept-6-enoic acid N- [ (S) -1- [ [ (R) -1- ( 2-chloro-l-hydroxyethy 1 ) -3-methylhept- 
6-enyi | carbamoyl ] ethyl J -N-met hy iamide in the presence of 

[1, 3-bis (2, 4, 6-trimethylphenyl) -2-imidazol idinyl idene | dichloro (phenylmethy 
lene) - ( tr icyclohexy lphosphine ) ruthenium (Grubbs II catalyst) in CH2C12 
under refluxing gave (E) — (3S, 14R) — 16— ( 2— Chi or o—l— hydroxy ethyl ) — 3 , 4 , 14 — 
trimethyl-1. 4-diazacyclohe:-:adec-10-ene-2, 5-dione which was hydrogenated 
over 10% Pd-C in ethanol to give ( 3S, 1 4R) -16- ( 2-chloro-l-hydroxyethyl ) - 
3, 4, 14-trimethyl-l, 4-diazacycl chexa ieoane-2, S-dione (II). Cyclization of 
II by treatment with a mixt . of aq . 1 M NaOH and THF at 0° for 2 h 
gave (3S, 14R) -3,4, 1 4-tr imethy 1-16- ( oxiran-2-y 1 ) -1, 4-diazacyclohexadecane- 



2, S-c 



(3S, 1 



1R) -16- ( l-hydroxy-2- (3 -me 
liazacyclohexadecane-2, S-< 
.vity of <20 uM in at lea: 



>thylt 
hyll 



: 65° 
ithyl]- 



ise of amyloid peptide 1-40. 
'ethyl) -3, 4, 14- 
8S2877-29-3P, 
I, 14-trimethyl-l, 4- 



RL : P.CT Peaotant ; SPN .'Synthetic pieparatic.nl ; PP.EP (Preparation); PACT 
(Reactant or reagent) 

(intermediate; preparation of macrocyclic lactams for treatment of neurol. 

or vascular disorders related to P-amyloid generation and/or 

aggregation) 
852877-28-2 HCAPLUS 

1, 4-Diazacyclohexadecane-2, S-dione, 16- ( 2-chloro-l-hydroxyethyl 1-3,4,14- 
trimethyl-, (3S,14R)- (CA INDEX NAME) 




The present i 
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3, 4, 14-triraethyl-, (3S, 10E, 14R) - (CA INDEX NAME) 




RN 85 2 8 77-8 4-0 HCAPLUS 

CN Carbamic acid, [ (3S, 6S, 14 R, 16S) —16— [ ( IS, 3R) —4— ( but yl ami no ) —1— hydroxy— 3— 

raethyl-4-oxobutyl] -3, 14-diraethyl-2, S-dioxo-1, 4-diazacyclohexadec-10-en-6- 
yl)-, 1, l-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 




IT 8S2877-26-0P, (3S, 14R) -16- ( l-Hydroxy-2- (3-methylbenzylamino) ethyl] - 
3, 4, 14-trimethyl-l, 4-diazacyclohexadecane-2, S-dione 852877-37-3P 
, (3S, 14R) -16- (l-Hydroxy-2- ( 3-methoxybenzy larnino ) ethyl] -3, 4, 1 4-tr imethy 1- 

1. 4- diazacyclohexadecane-2, S-dione 8S2877-38-4P, 

(3S, 14R) -16- ( l-Hydroxy-2- ( ( 2- (pyr idin-4-y 1 ) ethyl | amino] ethyl ] -3, 4, 14- 
trimethyl-l, 4-diazacyclohexadecane-2, S-dione 8S2877-39-5P, 
(3S, 14R) -16-12-1 [2- (3, 4-Dimethoxyphenyl ) ethyl] amino] -1-hydroxyethy 1 ] - 
3, 4, 14-trimethyl-l, 4-diazacyclohexadecane-2 , S-dione 8S2877-40-8P 
, (3S, 14R) -16- [l-Hydroxy-2- ( 3-methylbenzylamino) ethyl ] -3, 1 4-dimethy 1-1 , 4- 
diazacyclohexadecane-2, S-dione 85 2 8 77-4 1-9P, 

(3S, 14R) -16- ( l-Hydroxy-2- (3-methoxybenzylamino) ethyl] -3, 1 4-dimethy 1-1 , 4- 
diazacyclohexadecane-2, S-dione 8S2877-42-0P, 

(3S, 14R) -16- ( l-Hydroxy-2- ( 3-i sopropy ibenzy lamino ) ethyl] -3, 1 4-dimethy 1-1 , 4- 
diazacyclohexadecane-2, S-dione 8S2877-43-1P, 

(3S, 14R) -16- (l-Hydroxy-2- ( ( 2- (pyr idin-4-yl ) ethyl ] amino ] ethyl ] -3 , 14- 
dimethyl-1, 4-diazacyclohexadecane-2 , S-dione 85 2 8 77-4 4-2P, 

(3S, 14R, 16S) -16- [ (1R) -l-Hydroxy-2- (3-isopropylbenzylamino) ethyl] -3, 4, 14- 
trimethyl-l, 4-diazacyclohexadecane-2, S-dione 85 2 8 77-6 4-6P, 

(3S, 14 R, 16S)-16-[ ( 1R) -2- (3-Cyclopropy Ibenzy Latumo j -1 -hydroxy ethyl ] -3, 4, 14- 

<3S. 1 4 P., 16S i -16- [ ( IP.) - j- [ ( 5-Bromopyr i ■:{ i n- 3 -y Irae t hy 1 j amine. | - 1 -hydr oxyet hy 1 I - 

3, 4, 14-trimethyl-l, 4-diazacyclohexadecane-2 , S-dione 852877-66-8P 

, (3S, 14R, 16SJ-16- ( (lR)-2-( (S-Cyclopropylpyridin-3-ylmethyl ) amino] -1- 

8S2877-67-9P, (3S, 14R, 16S) -16- ( ( IP.) -2- [ ( 2-Cyclopropy lpyr idin-4- 

2. 5- dione 8S2877-68-0P, (3S, 14R, 16S) -16- [ (1R) -2-(2, 2-Dimethy 1-6- 
isopropylchroman-4-ylamino) -1-hydroxyethy 1 ] -3, 4, 14-trimethyl-l, 4- 
diazacyclohexadecane-2, S-dione 85 2 8 77-6 9-1P, 

(3S, 14R, 16S) -16- ( (1R) -2-(3-tert-Butylbenzylamino) -1-hydroxyethy 1 ] -3, 4, 14- 
trimethyl-l, 4-diazacyclohexadecane-2, S-dione 85 2 8 77-70-4P, 
(3S, 14R, 16S) -16- ( (1R) -2-[ (3- (2, 2-Dimethy lpropyl) benzyl] amino] -1- 
hydroxyethyl ] -3, 4, 14-trimethyl-l, 4-diazacyclohexadecane-2 , S-dione 
8S2877-71-5P, (3S, 1SR, 17S) -17- ( (1R) -l-Hydroxy-2- [ (3- 
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isopropylbenzyl ) amino] ethyl ] -3, 4, IS-tr imethy 1-1 , 4-diazacycloheptadecane- 
2, S-dione 8S2877-73-7P, (3S, 8S, 14R, 16S) -16- ( (1R) -l-Hydroxy-2- ( 3- 
isopropylbenzylamino) ethyl ] -3, 4, 8, 1 4-tetramethy 1-1 , 4-diazacyclohexadecane- 

2. 5- dione 8S2877-94-2P, ( 2R, 4S) -N-Butyl-4- ( ( 2S, SS, 7R) -2, 7- 
dimethyl-3, IS-dioxo-l, 4-diazacyclopentadecan-S-y 1 ) -4-hydroxy-2- 
methylbutanamide 8S2877-9S-3P, ( 2R, 4S) -N-Butyl-4- ( ( 2S, SS, 7R) -2, 7- 
dimethyl-3, 16-dioxo-l, 4-diazacyclohexadecan-S-y 1 ) -4-hydroxy-2- 
methylbutanamide 8S2877-96-4P 8S2877-97-SP, 

[ (3S,6S, 12R, 14S)-14-( (IS, 3R) —3— ( Buty lcarbamoy 1 ) — 1— hydroxybutyl ] —3 , 12- 
dimethyl-2, S-dioxo-1, 4-diazacyclotetradecan-6-yl ] carbamic acid tert-butyl 
ester 8S2877-98-6P, (2R, 4S) -N-Butyl-4- (( 2S, SS, 7R)-2, 7-dimethyl- 
3, 14-dioxo-l, 4-diazacyclotetradecan-5-yl ) -4-hydroxy-2-methylbutanamide 
8S2878-03-6P, (2R, 4S) -N-Butyl-4-hydroxy-2-methyl-4- ( (2S, SS, 7R) - 
1, 2, 7-trimethyl-3, IS-dioxo-l, 4-diazacyclopentadecan-5-yl ) butanamide 
8S2878-04-7P, (2R, 4S) -N-Butyl-4-hydroxy-2-methyl-4- ( (2S,5S, 7R) - 
1, 2, 7-trimethyl-3, 16-dioxo-l, 4-diazacyclohexadecan-5-yl ) butanamide 
8S2878-0S-8P, (2R, 4S ) -N-Buty l-4-hydroxy-2-methyl-4- ( (2S, SS, 7R) - 

8S28 78-08-1P, (2R, 4S ) -N-Buty l-4-hydroxy-2-methyl-4- ( (2S, 5S, 7R, 13S) - 

1, 2, 7, l3-tetramethyl-3, 16-dioxo-l, 4-diazacyclohexadecan-5-yl ) butanamide 
8S28 78-09-2P, (2R, 4S ) -N-Buty l-4-hydroxy-2-methy 1-4- ( ( 2S, SS, 7R, 13R) - 

8528 78-10-SP, (2R, 4S ) -N-Buty l-4-hydroxy-2-methy 1-4- ( ( 2S, SS, 7R, 14R) - 

8S2878-2S-2P, (2R, 4S ) -N-Buty l-4-hydroxy-2-methy 1-4- ( ( 2S, SS, 7R, 12R) - 
2, 7, l2-trimethyl-3, 15-dioxo-l, 4-diazacyclopentadecan-5-yl ) butanamide 
8S2 8 78-26-3P, (2R, 4S ) -N-Buty l-4-hydroxy-2-methy 1-4- ( (2S, SS, 7R, 12S) - 

2, 7, 12-trimethyl-3, 15-dioxo-l, 4-diazacyclopentadecan-S-yl ) butanamide 
8S2878-27-4P 85 2 8 78-2 8-SP, N- [ ( 3S, 6S, 1 4R, 16S ) -16- 

[ (IS, 3R) -3- (Buty lcarbamoy 1 ) -1-hydroxybuty 1 ] -3, 1 4-dimethy 1-2 , S-dioxo-1 , 4- 
diazacyclohexadecan-6-yl] i sonicot inamide 85 2 8 78-73-0P, 

(2R, 4S) -4-Hydroxy-2-methyl-N-(3-methylbutyl) -4-( (7S, 9R) -9-methy 1-2 , 5-dioxo- 

1. 6- diazacyclopentadecan-7-yl) butanamide 8S2945-0S-2P, 
N-Butyl-4- [ (6R) -ll-ethyl-15-methoxy-6-methyl-2, 12-dioxo-3, 11- 
diazabicyclo [11 .3 . 1] heptadeca-1 (17) , 8, 13, lS-tetraen-4-y 1 ] -4-hydroxy-2- 
me t h y 1 b u t y r am i -:le 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(prepn. of macrocyclic lactams for treatment of neurol . or vascular 
disorders related to J3-amyloid generation and/ or aggregation) 
RN 85 2 8 77-26-0 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- [ l-hydroxy-2- [ [ (3- 

methylphenyl) methyl] amino] ethyl] -3, 4, 1 4-tr imethy 1-, (3S.14R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 852877-37-3 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- [ l-hydroxy-2- [ [ (3- 

methoxyphenyl ) methyl | amino] ethyl ] -3, 4, 1 4-tr imethy 1-, (3S, 14R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 8S2877-38-4 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- [ l-hydroxy-2- [[ 2- ( 4- 

pyridinyl)ethyl]amino]ethyl]-3, 4, 1 4-tr imethy 1-, (3S,14R)- (CA INDEX 

Absolute stereochemistry. 




ACS on STN 



(Continued) 



RN 852877-42-0 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- [ l-hydroxy-2- [ [ [3-(l- 

methylethyl) phenyl] methyl ] amino] ethyl ] -3, 1 4-dimethy 1-, (3S, 14R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 85 2 8 77-3 9-5 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- [ 2- [ [ 2- (3, 4- 

dimethoxyphenyl)ethyl]amino]-l-hydroxyethyl]-3, 4, 1 4-tr imethy 1-, (3S, 14R)- 
(CA INDEX NAME) 




RN 852877-43-1 

pyridinyl) ethyl] amine 
Absolute stereochemistry. 




RN 852877-40-8 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- ( l-hydroxy-2- ((( 3- 

methylphenyl ) methyl] amino] ethyl] -3, 14-dimethyl-, (3S,14R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 852877-41-9 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- ( l-hydroxy-2- | | ( 3- 

methoxyphenyl) methyl] amino] ethyl] -3, 14-dimethyl-, (3S,14R)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




CN 1, 4-Diazacyclohexadec 
methylethyl ) phenyl ] me 
(CA INDEX NAME) 

Absolute stereochemistry. 
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1, 4-Diazacyclohexadecane-2, S-dione, 16-((lR)-2-( ( (3- 
cyclopropylphenyl ) methyl ] amino] -1-hydroxyethy 1 ] -3, 4, 1 4-tr imethy 1-, 
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(3S, 14R, 16S) - (CA INDEX NAME) 

Absolute stereochemistry. 




Me 



RN 85 2 8 77-65-7 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- [ ( 1R) -2- [ [ (S-bromo-3- 

pyridinyl)methyl] amino] -1-hydroxyethyl] -3, 4, 14-triraethyl-, (3S, 14R, 16S)- 
(CA INDEX NAME) 

Absolute stereochemistry. 



Br 




Me 



RN 85 2 8 77-66-8 HCAPLUS 

CN 1, 4-DUzacyclohexadecane-2 , S-dione, 16- ( ( 1R) -2- ( ( ( 5-cyclopropy 1-3- 

pyridinyl) methyl] amino] -1-hydroxyethyl] -3, 4, 14-triraethyl-, (3S, 14R, 16S)- 
(CA INDEX NAME) 

Absolute stereochemistry. 




Me 



RN 852877-67-9 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2 , S-dione, 16- [ (1R) -2- [ [ ( 2-cyclopropy 1-4- 

pyridinyl)methyl]amino]-l-hydroxyethyl]-3, 4, 1 4-tr imethy 1-, (3S, 14R, 16S)- 



Absolute stereochemistry. 



L38 ANSWER 2 OF 2 HCAPLUS COPYRIGHT 2008 ACS on STN (Continued) 




RN 85 2 8 77-6 8-0 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- ( (lR)-2-| (3, 4-dihydro-2, 2-dimethyl- 
6- ( 1-methylethyl ) -2H-l-benzopyran-4-yl ] amino) -1-hydroxyethyl ] -3, 4, 14- 
triraethyl-, (3S, 14R, 16S) - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 852877-69-1 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- [ (1R) -2- [ [ [3-(l, 1- 

dimethylethyl ) phenyl ] methyl ] amino] -1-hydroxyethyl ] -3, 4, 1 4-tr imethy 1-, 



Absolute stereochemistry. 




RN 852877-70-4 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16-[(lR)-2-[ [ [3- (2, 2- 

dimethylpropyl ) phenyl | methyl | amino] -1-hydroxyethyl ] -3, 4, 1 4-tr imethy 1-, 
(3S, 14R, 16S) - (CA INDEX NAME) 

Absolute stereochemistry. 



L38 ANSWER 2 OF 2 HCAPLUS COPYRIGHT 2008 ACS on STN (Continued) 




.CMe 3 



Me 



RN 852877-71-5 HCAPLUS 

CN 1, 4-Diazacycloheptadecane-2, S-dione, 17- [ (1R) -l-hydroxy-2- [ [ [3-(l- 

methylethyl) phenyl] methyl] amino] ethyl ]-3, 4, 15-tr imethy 1-, (3S, 1SR, 17S)- 
(CA INDEX NAME) 

Absolute stereochemistry. 




L38 ANSWER 2 OF 2 HCAPLUS COPYRIGHT 2008 ACS on STN (Continued) 
RN 85 2 8 77-95-3 HCAPLUS 

CN 1, 4-E'iazacyc-lohexadecane-5-butanamide, N-buty 1-y-hydroxy-a., 2, 7- 
trimethyl-3, 16-dioxo-, ( txR, yS, 2S, SS, 7R) - (CA INDEX NAME) 

Absolute stereochemistry. 




CN 1, 4-Diazacycioheptadecane-S-butanamide, N-but y 1 -y-hydr o:-:y- 
a., 2, 7-tr imethy 1-3, 6-dioxo-, (aR,ys, 2S, SS, 7R) - (CA INDEX 



RN 8S2877-73-7 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- 
methylethyl) phenyl I methyl ] amino] ethyl ] - 
(3S, 8S, 14R, 16S) - (CA INDEX NAME) 

Absolute stereochemistry. 




85 2 8 77-9 7- 

Carbamic acid, [ (3S, 6S, 12R, 14S) -14- ( (IS, 3R) -4- ( buty lamino ) -l-hydroxy-3- 
methyl-4-oxobutyl] -3, 1 2-dimethy 1-2 , S-dioxo-1 , 4-diazacyclotetradec-6-yl ) - 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



RN 852877-94-2 HCAPLUS 

CN 1, 4-Diazacyclopentadecane-S-butanamide, N-buty 1-y-hydroxy- 
a, 2, 7-tr imethy 1-3, 15-dioxo-, (aR, yS, 2S, SS, 7R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 





HN^^ OBu-t 

T 



RN 852877-98-6 HCAPLUS 

CN 1, 4-Diazacyclotetradecane-S-butanamide, N-butyl-y-hydroxy- 
a, 2, 7-trimethyl-3, 14-dioxo-, ( aR, yS, 2S, 5S, 7R) - (CA 
INDEX NAME) 
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RN 852878-03-6 HCAPLUS 

CN 1, 4-Diazacyclopentadecane-S-butanamide, N-buty 1-y-hydroxy- 
a, 1, 2, 7-tetramethyl-3, 15-dioxo-, (aR.ys, 2S, SS, 7R) - (CA 




RN 852878-04-7 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-S-butanamide, N-butyl-y-hydroxy- 
tx, 1, 2, 7-tetramethyl-3, 16-dioxo-, (aR, yS, 2S, SS, 7R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



L38 ANSWER 2 OF 2 HCAPLUS COPYRIGHT 2008 ACS on STN (Continued) 
RN 852878-08-1 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-S-butanamide, N-buty 1-y-hydroxy- 
a, 1, 2, 7, 13-pentamethyl-3, 16-dioxo-, (a.R,ys, 2S, SS, 7R, 13S) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 852878-09-2 HCAPLUS 
CN 1, 4-Diazacyclohexadecane-S-k 
a, 1, 2, 7, 13-pentamethyl-3, 16- 
(CA INDEX NAME) 




RN 852878-10-5 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-5-butanamide, N-buty 1-y-hydroxy- 
ol, 1, 2, 7, 14-pentamethyl-3, 16-dioxo-, (txR,yS, 2S, SS, 7R, 14R)- 




RN 852878-05-8 HCAPLUS 

CN 1, 4-Diazacycloheptadecane-S-butanamide, N-buty 1-y-hydroxy- 
a, 1, 2, 7-tetramethyl-3, 17-dioxo-, (aR, ys, 2S, 5S, 7R) - (CA 
INDEX NAME) 

Absolute stereochemistry. 





RN 85 2 8 78-25-2 HCAPLUS 

CN 1, 4-Diazacyclopentadecane-5-butanamide, N-buty 1-y-hydroxy- 
a, 2, 7, 12-tetramethyl-3, 15-dioxo-, (aR,yS, 2S, SS, 7R, 12R) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



L38 ANSWER 2 OF 2 HCAPLUS COPYRIGHT 2008 ACS on STN (Continued) 



L3 o ANSWER 2 OF 2 HCAPLUS COPYRIGHT 2008 ACS on STN (Continued) 





RN 85 2 8 78-73-0 HCAPLUS 

CN 1, 6-Diazacyclopentadecane-7-butanamide, y-hydroxy-a., 9-dimethyl- 
N-(3-methylbutyl)-2,5-dioxo-, ( aR, yS, 7S, 9R) - (CA INDEX NAME) 



RN 852878-26-3 HCAPLUS 

CN 1, 4-Diazacyclopentadecane-S-butanamide, N-buty 1-y-hydroxy- 
a, 2, 7, 12-tetramethyl-3, 15-dioxo-, (a.R,yS, 2S, 5S, 7R, 12S) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 852878-27-4 HCAPLUS 

CN l, 4-Diazacyclohexadecane-S-butanamide, IS- (acetyl ami no ) -N-butyl-y- 
hydroxy-a, 2, 7-tr imethy 1-3 , 16-dioxo-, (aR,yS, 2S, SS, 7R, 1SS 
)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 852878-28-5 

CN 1, 4-Diazacycl 

trimethyl-3, 16-dioxo 
(aR,yS, 2S, SS, 7R, 1SS) - 

Absolute stereochemistry. 



j-butanamide, N-buty 1-y-hydrc 
IS- ( ( 4-pyridinylcarbonyl ) amino] -, 
(CA IH Ei EX NAME) 




RN 852945-05-2 

CN 3, 11-Diazabicyclo [11 .3 . 1] heptadeca-1 (17) , 8, 13, lS-tetraene-4-butanamide, 
N-butyl-ll-ethyl-y-hydroxy-15-methoxy-a, 6-dimethy 1-2 , 12-dioxo- 
, (6R)- (CA INDEX NAME) 




852877-83-9P, [ (3S,6S, 14R, 16S)-16-( ( IS, 3R) -3- (Butylcarbamoyl ) -1- 
hydroxybutyl ] -3, 14-dimethyl-2, S-dioxo-1, 4-diazacyclohexadecan-6- 
yl]carbamic acid tert-butyl ester 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(reactant; preparation of macrocyclic lactams for treatment of ne 
vascular disorders related to p-amyloid generation and/or 
aggregation) 



RN 8528' 

CN Carbamic acid, ( ( 3S, 6S, 1 4R, 16S ) -16- ( ( IS, 3R) -4- ( 
methyl-4-oxobutyl] -3, 1 4-dimethy 1-2 , S-dioxo-1 , 4-. 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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L38 ANSWER 2 OF 2 HCAPLUS COPYRIGHT 2008 ACS on STN (Continued) 




IT 85 2 8 77-45-3, (3S, 14R, 16S)-16-( ( S ) -2-Chloro-l-hydroxyethy 1 ) -3 , 4,14- 
trimethyl-1, 4-diazacycLohe::ad~cane-2, S-dione 
RL: RCT (Reactant); RACT (Reactant or reagent) 

(reactant; preparation of raacrocyclic lactams for treatment of neurol . or 
vascular disorders related to P-amyloid generation and/or 
aggregation) 
RN 85 2 8 77-45-3 HCAPLUS 

CN 1, 4-Diazacyclohexadecane-2, S-dione, 16- [ ( IS) -2-chloro-l-hydroxyethyl ] - 
3, 4, 14-trimethyl-, ( 3S, 1 4R, 16S ) - ( CA INDEX NAME ) 

Absolute stereochemistry. 




RE.CNT 3 THERE ARE 3 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CI TAT IOHS AVAILABLE IN THE RE FORMAT 
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L30 ANSWER 1 OF 1 HCAPLUS COPYRIGHT 2008 ACS on STN 

AN 1998:156138 HCAPLUS 

DN 128:230673 

OREF 128 : 45695a, 45698a 

TI Synthesis of novel cyclic protease inhibitors using Grubbs olefin 
AU Ripka, Amy S.; Bohacek, Regine S.; Rich, Daniel H. 

CS School of Pharmacy and Dep. of Chemistry, University of Wisconsin-Madison, 

Madison, WI, 53706, USA 
SO Bioorganic & Medicinal Chemistry Letters (1998), 8(4), 357-360 

CODEN: BMCLE8 ; ISSN: 096 0-8 9 4X 
PB Elsevier Science Ltd. 
DT Journal 
LA English 

OS CASREACT 128:230673 

AB The usual amino acid bishomoallylglycine was synthesized and used to form 
cyclic P3-P1 tripeptide inhibitors via a Grubbs olefin metathesis method. 
These compds . show micro- to nanomolar inhibition of Rhizopus chinensis 
pepsin and represent a new class of simplified aspartic protease 

IT 204711-91-1P 204711-92-2P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; BIOL (Biological 
study); PREP (Preparation) 

(synthesis of novel cyclic protease inhibitors using Grubbs olefin 
metathesis) 
RN 204711-91-1 HCAPLUS 

CN Carbamic acid, ( IS- (hydroxymethyl ) -3- ( 1-methylethy 1 ) -2 , 5-dioxo-l , 4- 

diazacyclopentadec-6-yl]-, 1 , 1-dimethylethyl ester, ( 3S- ( 3R* , 6R* , 1SR* ) ] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Pr-i O 




RN 204711-92-2 HCAPLUS 

CN Carbamic acid, ( 15- ( hydroxymethyl ) -3- ( 1-methylethy 1 ) -2 , 5-dioxo-l , 4- 
diazacyclopentadec-10-en-6-yl] -, 1, 1-dimethylethyl ester, 
(3S-(3R«, 6R*, 1SR*) ] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 




RE.CNT 20 THERE ARE 20 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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=> b uspatall 

FILE ' USPATFULL ' ENTERED AT 11:22:35 ON 23 SEP 2008 

CA INDEXING COPYRIGHT (C) 2008 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE 'USPATOLD' ENTERED AT 11:22:35 ON 23 SEP 2008 

CA INDEXING COPYRIGHT (C) 2008 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE ' USPAT2 ' ENTERED AT 11:22:35 ON 23 SEP 2008 

CA INDEXING COPYRIGHT (C) 2008 AMERICAN CHEMICAL SOCIETY (ACS) 
=> d bib abs hitrn fhitstr 133 tot 
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ANSWER 1 OF : 



Tintelnot-Blomley, Marina, Maulburg, GERMANY, FEDERAL REPUBLIC OF 
Troxler, Thomas J., Wahlen, SWITZERLAND 

Veenstra, Siem Jacob, Lorrach, GERMANY, FEDERAL REPUBLIC OF 
PI US-20070072792 Al 20070329 

AI 2004US-000577260 Al 20041104 (10) 

2004WO-EP0012497 20041104 

20060602 PCT 371 date 
PRAI 2003GB-000025830 20031105 
DT Utility 
FS APPLICATION 

LREP NOVARTIS, CORPORATE INTELLECTUAL PROPERTY, ONE HEALTH PLAZA 104/3, EAST 

HANOVER, NJ, 07936-108 0, US 
CLMN Number of Claims: 9 
ECL Exemplary Claim: 1 
rings 



[ 2943 

The present invention relates to novel macr 
formula ##STR1## wherein R.sub.l, R.su 
Z and n are as defined in the specification 
included in the macrocyclic ring being 14, 
form or in acid addition salt form, 



as pharmaceuticals and t 



:yclic compounds of the 
2, R.sub.3, U, V, W, X, Y, 
the number of ring atoms 
, 16 or 17, in free base 
preparation, to their use 
pharmaceutical compositions comprising them. 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

IT 8S2877-28-2P, (3S, 14R) -16- ( 2-Chloro-l-hydroxyethy I ) -3 , 4, 14- 
trimethyl-1, 4-diazacyclohexadecane-2, 5-dione 85 2 8 77-2 9-3P, 
(E) -(3S, 14R) -16-(2-Chloro-l-hydroHyethyl) -3, 4, 1 4-tr imethy 1-1 , 4- 
diazacyclohexadec-10-ene-2, S-dione 8S2877-84-0P, 

[ (3S, 6S, 14R, 16S) -16-((1S,3R) -3- ( Butylcarbamoy I ) -1-hydroxybuty 1 ] -3 , 14- 
dimethyl-2, 5-dioxo-l, 4-diazacyclohexadec-l 0-en-6-y 1 ] carbamic acid 
tert-butyl ester 

(intermediate; preparation of macrocyclic lactams for treatment of neurol . 
or vascular disorders related to (3-amyloid generation and/or 
aggregation) 

IT 8S2877-26-0P, (3S, 14R) -16- [ l-Hydroxy-2- ( 3-methy lbenzy lamino ) ethyl ] - 
3, 4, 14-trimethyl-l, 4-diazacyclohexadecane-2 , 5-dione 852877-37-3P 
, (3S, 14R) -16- ( l-Hydroxy-2- (3-methoxybenzy lamino) ethyl] -3, 4, 1 4-tr imethy 1- 
1, 4-diazacyclohexadecane-2, 5-dione 85 2 8 77-3 8-4P, 

(3S, 14R) -16- (l-Hydroxy-2- ( ( 2- (pyridin-4-y 1 ) ethyl ] amino] ethyl ] -3, 4, 14- 
trimethyl-l, 4-diazacyclohexadecane-2, 5-dione 85 2 8 77-3 9-5P, 
(3S, 14R) -16-12- | | 2- (3, 4-Dimethoxyphenyl) ethyl] amino] -1-hydroxyethy 1 ] - 
3, 4, 14-trimethyl-l, 4-diazacyclohexadecane-2 , 5-dione 852877-40-8P 
, (3S, 14R) -16- (l-Hydroxy-2- (3-methy lbenzy lamino) ethyl] -3, 1 4-dimethy 1-1 , 4- 
diazacyclohexadecane-2, S-dione 85 2 8 77-4 1-9P, 

(3S, 14R) -16- (l-Hydroxy-2- (3-methoxybenzy lamino) ethyl] -3, 1 4-dimethy 1-1 , 4- 
diazacyclohexadecane-2, S-dione 85 2 8 77-4 2-OP, 

( 3S. 14Rj -16- [ 1 -Hydroxy- 2- ( 3- i sopropy 1 tent y lain no j ethyl | -i , 1 4 -d lmet hy 1 - 1 , 4- 



— 2, S-c 



8518 



(3S, 14R) -16- ( l-Hydroxy-2- ( ( 2- (pyr idin-4-y 1 ) ethyl I amino I ethyl ] -3, 14- 
dimethyl-1, 4-diazacyclohexadecane-2 , 5-dione 85 2 8 77-4 4-2P, 

(3S, 14R, 16S) -16- ( ( 1R) -l-Hydroxy-2- ( 3-i sopropy lbenzy lamino ) ethyl] -3, 4, 14- 
trimethyl-l, 4-diazacyclohexadecane-2, 5-dione 85 2 8 77-6 4-6P, 

(3S, 14 R, 16S)-16-( (1R) -2- (3-Cyclopropy lbenzy lamino) -1-hydroxyethy 1 ] -3, 4, 14- 
trimethyl-l, 4-diazacyclohexadecane-2, S-dione 85 2 8 77-65-7P, 
(3S, 14R, 16S) -16- ( ( 1R) -2- ( (S-Bromopyridin-3-ylmethyl ) amino] -1- 
hydroxyethyl ] -3, 4, 14-trimethyl-l, 4-diazacyclohexadecane-2 , S-dione 
8S2877-66-8P, (3S, 14R, 16S) -16- ( (1R) -2- [ ( S-Cyclopropy lpyr idin-3- 
y Imethy 1) amino] -1-hydroxyethy 1 ] -3, 4, 14-trimethyl-l, 4-diazacyclohexadecane- 
2, S-dione 852877-6 7-9P, ( 3S, 14R, 16S) -16- [ ( 1R) -2- [ ( 2- 

Cyclopropy lpyr idin-4-y lmet hyl) amino] -1-hydroxyethy 1 ] -3, 4, 14-trimethyl-l, 4- 
diazacyclohexadecane-2, S-dione 85 2 8 77-6 8-OP, 

(3S, 14R, 16S) -16- ( (1R) -2-(2, 2-Dimethyl-6-isopropylchroman-4-ylamino) -1- 



ANSWER 1 OF 1 USPATFULL on 
hydroxyethyl ] -3, 4, 14-trime 
8S2877-69-1P, (3S,14R, 16S) 



(Continued) 



hydr< 



, 14- 



■16- 
ithyl-1, i 



(1R)- 



s-2, S-c 



852877-71 

Dimethylpropyl ) benzyl ] amino] -1-hydroxyethy 1 ] -3, 4,1' 
diazacyclohexadecane-2, S-dione 8S2877-71-SP, 
(3S, 15R, 17S)-17-| (1R) -l-Hydroxy-2- ( ( 3-i sopropy lben; 
trimethyl-1, 4-diazacycloheptadecane-2, S-dione 8S28' 
(3S, 8S, 14R, 16S) -16- ( (1R) -l-Hydroxy-2- ( 3-i sopropy lb< 
3, 4, 8, 14-tetramethyl-l, 4-diazacyclohexadecane-2 , S-< 
8S2 8 77-9 4-2P, (2R, 4S ) -N-Buty 1-4- ( ( 2S, SS, 7R) -2 , 7-dimethy 1-3 , 15- 
dioxo-1, 4-diazacyclopentadecan-S-yl ) -4-hydroxy-2-methylbutanamide 
8S2 8 77-9S-3P, (2R, 4S ) -N-Buty 1-4- ( ( 2S, SS, 7R) -2 , 7-dimethy 1-3 , 16- 
dioxo-1, 4-diazacyclohexadecan-S-yl ) -4-hydroxy-2-methylbutanamide 
8S2877-97-SP, [ (3S,6S, 12R, 14S)-14-( ( IS, 3R) —3— ( Butylcarbamoy 1 ) — 1— 
hydroxybutyl ] -3, 12-dimethyl-2, S-dioxo-1, 4-diazacyclotetradecan-6- 
yl] carbamic acid tert-butyl ester 852877-98-6P, 
( 2R, 4S) -N-Buty 1-4- ( (2S, 5S, 7R) -2, 7-dimethy 1-3, 14-dioxo-l, 4- 

ityl-4-hydro:-:y-2-methyl-4- ( ! IS. SS. 7R) - 

ityl-4-hydro:-:y-2-methyl-4- ( { IS, SS. ?R)- 



ethyl]-3,4,15- 
) ethyl] - 



8528 
1, 2, 
8528 
1, 2, 
8528 
1, 2, 
8528 



i-8P, 



-IP, 



3, 16-< 



, 17- 



:an-S-y: 



2R, 4S) -N-Butyl- 



[ -hydr oxy- 2 -i 
l-hydr.: 



,epta. 



-( (2S,SS, ' 
i-S-yl)but 



ii de 



( (2S, SS, 7R, 13S) -1, 2, 7, 13-tetramethyl-3, 16-dioxo-l, 4-diazacyclohexadecan-S- 
yl ) butanamide 85 2 8 78-0 9-2P, ( 2R, 4S) -N-Butyl-4-hydroxy-2-methyl- 
4-( (2S, SS, 7R, 13R) -l, 2, 7, 13-tetramethyl-3, 16-dioxo-l, 4-diazacyclohexadecan- 
S-yl ) butanamide 852878-10-SP, ( 2R, 4S ) -N-Butyl-4-hydroxy-2- 
methyl-4-( (2S, SS, 7R, 14R) -1, 2, 7, 1 4-tetramethy 1-3 , 16-dioxo-l, 4- 
diazacyclohexadecan-5-yl) butanamide 8 S 2 8 78-25-2P, 

(2R, 4S) -N-Butyl-4-hydroxy-2-methyl-4-( (2S, SS, 7R, 12R) -2, 7, 1 2-tr imethy 1- 

3, 15-dioxo-l, 4-diazacyclopentadecan-S-yl) butanamide 8S2878-26-3P 

, (2R, 4S) -N-Butyl-4-hydroxy-2-methyl-4-( (2S, 5S, 7R, 12S) -2, 7, 1 2-trimethyl- 

3, 15-dioxo-l, 4-diazacyclopentadecan-5-yl ) butanamide 8S2878-27-4P 

852878-28-5P, N— [ (3S,6S, 14R, 16S)-16-[ ( IS, 3R) -3- ( Butylcarbamoy 1 ) -1- 

hydroxybutyl ] -3, 1 4-dimethy 1-2 , 5-dio:-:o-l . 4 -:l i a: acyc 1 cliexadecan-6- 

yl] isonicotinamide 85 2 8 78-73-0P, (2R, 4S ) -4-Hydroxy-2-methy 1-N- 



.thvl) 



8S2y. 



85: 



-05-2P, 



P-at 



ityl 



; thyl- 



, 8, 13, 15- 



i/or aggregation;! 
itylcarbamoyl) -1- 
icyciohexadecan-6- 



hydroxybutyl] -3, 1 4-dimethy 1-2 , 5-dioxo-l , 4-dia; 

yljcarbamic acid tert-butyl ester 

(reactant; preparation of macrocyclic lactams for treatment of neurol. < 

vascular disorders related to p-arnyioid generation and/or 

aggregation) 

85 2 8 77-45-3, (3S, 14R, 16S) -16- ( ( S ) -2-Chloro-l-hydroxyethy 1 ) -3 , 4, 14- 
trimethyl-l, 4-diazacyclohexadecane-2, 5-dione 

(reactant; preparation of macrocyclic lactams for treatment of neurol. < 
disorders related to (3-amyloid generation and/or 



8S2 



aggr. 



n) 



SSI 



■28-2P, (3S, 14R)-16-(2-Chloro-l-hydroxyethyl)-3, 4, 14- 
methyl-1, 4-diazacyclohexadecane-2 , 5-dione 

intermediate; preparation of macrocyclic lactams for treatmer 

ggregation) 
77-28-2 USPATFULL 
4-Diazacyclohexadecane-2, 5-dione, 16- ( 2-chloro-l-hydroxyethyl ) - 
trimethyl-, (3S,14R)- (CA INDEX NAME) 



Absolute stereochemistry. 
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L35 ANSWER 1 OF 26 USPATFULL on STN 
AN 2007:256332 USPATFULL 

TI Multifunctional Supraraolecular Hydrogels as Biomaterials 

IN Xu, Bing, Clear Water Bay, HONG KONG 

Yang, Zhiraou, Clear Water Bay, HONG KONG 

Liang, Gaol in. Clear Water Bay, HONG KONG 

Wang, Qigang, Clear Water Bay, HONG KONG 
PI US-20070224273 Al 20070927 

AI 2007US-0006928S7 Al 20070328 (11) 

RLI Continuation-in-part of Ser . No. 200SUS-000237498, filed on 27 Sep 2005, 
PENDING Continuation-in-part of Ser. No. 200SWO-US003S112, filed on 27 
Sep 2005, PENDING 

PRAI 2004US-000613413P 20040928 (60) <— 
2004US-000613413P 20040928 (60) <— 
2007US-000878053P 20070103 (60) 

DT Utility 

FS APPLICATION 

LREP LAW OFFICES OF ALBERT WAI-KIT CHAN, LLC, WORLD PLAZA, SUITE 604, 141-07 

20TH AVENUE, WHITESTONE, NY, 11357, US 
CLMN Number of Claims: 2 9 
ECL Exemplary Claim: 1 
DRWN 24 Drawing Page ( s ) 
LN.CNT 196 8 

three-dimensional, self-assembling, elastic, network structure 
comprising non-polymeric, functional molecules and a liquid medium, 
whereby the functional molecules are noncovalent ly crosslinked. The 
functional molecules may be, for instance, anti-inflammatory molecules, 
antibiotics, metal chelators, anticancer agents, small peptides, 
surface-modified nanopart icles , or a combination thereof. Applications 
of the present invention include use of the supraraolecular hydrogel, for 
instance, as a biomaterial for wound healing, tissue engineering, drug 
delivery, and drug/inhibitor screening. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 950831-25-1 

(multifunctional supramol . hydrogels as biomaterials) 
IT 950831-25-1 

(multifunctional supramol. hydrogels as biomaterials) 
RN 950831-25-1 USPATFULL 

CN Vancomycin, 26-decarboxy-26- ( ( 1-pyreny lamino ) carbony 1 ] - ( CA INDEX NAME ) 
Absolute stereochemistry. 
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AN 2007:69257 USPATFULL 

TI Quinoxalinyl macrocyclic hepatitis C serine protease inhibitors 

IN Nakajima, Suanne, Cambridge, MA, UNITED STATES 

Miao, Zhenwei, Medway, MA, UNITED STATES 

Tang, Datong, Maiden, MA, UNITED STATES 
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(Continued) 



MA, UNITED STATES (U.S. 



US-20070060S10 

US 7368452 

2006US-000489011 
Continuation of Ser. 



20070315 
20080506 
20060718 (11) 
No. 2004US-000826743, filed c 



2003US-000S09071P 20030418 (60) 
Utility 
APPLICATION 

EDWARDS & ANGELL, LLP, P.O. BOX 55 8 74, BOSTON, MA, 02205, US 
Number of Claims : 5 
Exemplary Claim: 1-10 



16 Apr 2004, PENDING 




ty, pai 



activity of hepatitis C virus (HCV) NS3-1 
compounds of the present invention interfere with the life cycle of the 
hepatitis C virus and are also useful as antiviral agents. The present 
invention further relates to pharmaceutical compositions comprising the 
aforementioned compounds for administration to a subject suffering from 
HCV infection. The invention also relates to methods of treating an HCV 
infection in a subject by administering a pharmaceutical composition 
comprising the compounds of the present invention. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT . 
IT 787600-38-8P 

(preparation of quinoxalinyl cyclic p< 

inhibitors) 
IT 787600-38-8P 

(preparation of quinoxalinyl cyclic pi 



Y 



RN 7f 

CN Cyclopropa[e 



oil 



] [1, 4]. 



icyclopentadecine-14a (SH) -carboxylic 
acid, 6-(((l, 1-dimethy let ho:-:y i car bony 1 1 amino] - 
1, 2,3,6, 7, 8, 9, 10, 11, 13a, 14, IS, 16, 16a-tetradecahydro-S, 16-dioxo-2- [ [3-(2- 
thienyl) benzo (g] quinoxal in-2-y 1 ] oxy] -, ( 2R, 6S, 13aS, 14aR, 16aS) - (CA 
I HE EX NAME) 
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L35 ANSWER 3 OF 26 USPATFULL c 



compounds and methods for their use 
1, Auckland, NEW ZEALAND 
:Land, NEW ZEALAND 

Auckland, NEW ZEALAND ( non-U. S. 



20060928 
10040316 
10040316 
20060301 
20030320 
20030923 



1 o ) 



PCT 3 71 date 

2003US-000456136P 
2003US-000S0S119P 
Utility 
APPLICATION 

FLIESLER MEYER, LLP, FOUR EMBARCADERO CENTER, SUITE 400, SAN FRANCISCO, 
CA, 94111, US 
Number of Claims : 36 



DRWN 3 Di 
LN.CNT 293! 
CAS IH Ei EX II 



conditions characterised by neuronal degenerat ion and/or death. 
Compounds are also useful for manufacture of medicaments useful for 
treatment of such conditions. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 765313-6S-3P 76S313-66-4P 76S313-89-1P 
765313-90-4P 765313-91-5P 765313-92-6P 
76S313-93-7P 76S313-94-8P 76S313-9S-9P 
76S313-96-0P 7653 13-9 7-1P 

(preparation of neuroprotective macrocyclic compds . ) 
IT 765313-65-3P 

(preparation of neuroprotective macrocyclic compds.) 
RN 7653 13-65-3 USPATFULL 

CN lH-Pyrrolo[l, 2-a] ( 1 , 4 ] diazacyclotridecine-3 , S-dicarboxy 1 ic acid, 

10-aminotetradecahydro-l, ll-dioxo-, ( 3S, 5R, 1 OS, lSaS ) - (CA INDEX NAMI 



Absolute stereochemistry. 




ANSWER 4 OF 26 USPATFULL c 
2005 : 177796 USPATFULL 
Macrocyclic hepatitis C s 



1ITED STATES 



Tang, Datong, Maiden, MA, UNITED STATES 
Wu, Frank, Shrewsbury, MA, UNITED STATES 
Xu, Guoyou, Auburndale, MA, UNITED STATES 
Or, Yat S., Watertown, MA, UNITED STATES 
Wang, Zhe, Hockessin, DE, UNITED STATES 
PI US-200S01S3877 Al 20050714 

AI 2004US-000774047 Al 2 0 0 4 0 2 06 ( 1 0 ) <— 

PRAI 2003US-000509069P 20030213 (60) <— 
DT Utility 
FS APPLICATION 

LREP EDWARDS & ANGELL, LLP, P.O. BOX 55874, BOSTON, MA, 02205, US 
CLMN Number of Claims: 77 
ECL Exemplary Claim: 1 
DRWN No Drawings 
LN.CNT 7932 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The present invention relates to compounds of Formula I, II or 111, or a 

pharmaceutically acceptable salt, ester, or prodrug, thereof: 
##STR1## wherein W is a substituted or unsubstituted heterocyclic ring 
system. The compounds inhibit serine protease activity, particularly the 
activity of hepatitis c virus (HCV) NS3-NS4A protease. Consequently, the 
compounds of the present invention interfere with the life cycle of the 
hepatitis c virus and are also useful as antiviral agents. The present 
invention further relates to pharmaceutical compositions comprising the 
aforementioned compounds for administration to a subject suffering from 
HCV infection. The invention also relates to methods of treating an HCV 
infection in a subject by administering a pharmaceutical composition 
comprising the compounds of the present invention. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 744249-71-6P 858950-33-1P 

(synthesis of macrocyclic hepatitis C virus (HCV) serine protease NS3 



.ic hepatitis C virus (HCV) serine protease NS3 

,]H.4] diazacyciopentadecine-14a ( 5 H i -car boxy 1 r c 
14, 15, 16, 16a-tetradecahydro-2- ( 9-methoxy-4- 




ANSWER 5 OF 26 USPATFULL on STN 
2005:138518 USPATFULL 

Macrocyclic inhibitors of hepatitis C virus NS3-serine protease 
Venkatraman, Srikanth, Woodbridge, NJ, UNITED STATES 
Njoroge, F. George, Warren, NJ, UNITED STATES 



Edi: 



i ja- 



'iyyon 



; i pjnai 



) STATES 



19 16 8 



20i 



0602 



AI 2004US-000948367 Al 20040923 (10) < — 

PRAI 2003US-000S06637P 20030926 (60) <— 
DT Utility 
FS APPLICATION 

LREP SCHERING-PLOUGH CORPORATION, PATENT DEPARTMENT (K-6-1, 1990), 2000 

GALLOPING HILL ROAD, KENILWORTH, NJ, 0 7033-053 0, US 
CLMN Number of Claims: 55 
ECL Exemplary Claim: 1 
DRWN No Drawings 
LN.CNT 5428 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 



; pre: 



; phai 



! p r>: ,t 



compounds and met 
the HCV protease. The novel compounds typically include a 15-20 
?r macrocycle and have the general structure of structural Formula 
##STR1## wherein Z' , L", M ' , R.sub.l, X and D are defined 



CAS INDEXING IS AVAILABLE FOP. THIS PATENT. 
IT 84877S-50-8P 

(macrocyclic inhibitors of hepatitis C virus NS3 serine protease and 
their use in treating disorders associated with HCV protease) 

IT 848776-70-SP 848776-71-6P 848776-72-7P 

(macrocyclic inhibitors of hepatitis C virus NS3 serine protease and 
their use in treating disorders associated with HCV protease) 

IT 84877S-S0-8P 

(macrocyclic inhibitors of hepatitis C virus NS3 serine protease and 



RN 848775-50-8 USPATFULL 

CN Glycine, L— prolyl— ( 3S, 1 IS ) —3— amino— 1 1— car boxy— 1 1— [ [ ( 2— 

methylpropoxy) carbonyl] amino] -2-oxoundecanoy lglycyl-2-pheny 1-, 
4-(l, 1-dimethylethyl) ester, ( 2-»l ) -lactam, (2S)- (9CI) (CA INDEX 
NAME) 



t -BuO— C— CH— NH— C— CH 2 — NH C~ 




ANSWER 6 OF 26 USPATFULL on STN 
2005 : 88018 USPATFULL 

Glycopeptide antibiotics, combinatorial libraries of glycopeptide 
antibiotics and methods of producing same 
Kahne, Daniel, Princeton, NJ, UNITED STATES 



2 0'. 



li'l 



Division of Ser . No. 1999US-000353368, filed on 14 Jul 19S 
Pat. No. US 6710168 

1999US-000134839P 19990519 (60) <— 

Utility 

APPLICATION 

WOODCOCK WASHBURN LLP, ONE LIBERTY PLACE, 46TH FLOOR, 1650 MARKET 
STREET, PHILADELPHIA, PA, 19103 
Number of Claims : 116 
Exemplary Claim: 1 



.lkyl. 



.lkyl 



■ lkyl 



iikyi- 



alkylsulf onyl . ar y 1 s u 1 f ony 1 . guan l d l ny 1 , carbamoyl , or xanthyl; wherei 
each of A. sub. 2 to A. sub. 7 comprises a modified or unmodified 
n-amino acid residue, whereby (i) A.sub.l is linked to an amino 
group on A. sub. 2, (ii) each of A. sub. 2, A. sub. 4 and A. sub. 6 bears an 
aromatic side chain, which aromatic side chains are cross-linked 
together by two or more covalent bonds, and (iii) A. sub. 7 bears a 
terminal carboxyl, ester, amide, or N-subst ituted amide group; 

and wherein one or more of A.sub.l to A.su 



.ty of the glycopepti. 



- by glycosylation of an aglycone 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 2563S0-24-0P 

(preparation of glycopeptide antibiotics and their combinatorial libraries) 
IT 2S63S0-24-0P 

(preparation of glycopeptide antibiotics and their combinatorial libraries) 
RN 25635 0-2 4-0 USPATFULL 

CN Vancomycin, 6 ■ -deoxy-6 ■ - [ ( 2-pyreny 1 sulf onyl ) oxy] -, mono (trif luoroacetate) 
(salt) (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 
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CMF C66 H7S CI 2 N9 024 
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(Continued) 



dge. 



Sun, Ying, Waltham, MA, UNITED STATES 

Tang, Datong, Maiden, MA, UNITED STATES 

Xu, Guoyou, Auburndale, MA, UNITED STATES 

Porter, Brian, Cambridge, MA, UNITED STATES 

Or, Yat Sun, Watertown, MA, UNITED STATES 

Wang, Zhe, Hockessin, GERMANY, FEDERAL REPUBLIC OF 



PPAI 



10041130 
20070213 
20040416 (10) 
20030418 (60) 



US-20040266668 

US 7176208 

2004US-000826743 
2003US-000S09071P 
Utility 
APPLICATION 

EDWARDS & ANGELL, LLP, P.O. BOX 55874, BOSTON, MA, 0220S 
Number of Claims : 14 
Exemplary Claim: 1 

LN.CNT 3936 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The present invention relates to compounds of Formula I or II, or a 

pharmaceutical ly acceptable salt, ester, or prodrug, thereof: ##STR1## 



which inhibit serine protease activity, partic 
hepatitis C virus (HCV) NS3-NS4A protease. Con 
of the present invention interfere with the li 
C virus and are also useful as antiviral agent 
further relates to pharmaceutical compositions 
aforementioned compounds for admini: 



ilarly the activity of 
;equently, the compounds 
:e cycle of the hepatitis 

The present invention 
comprising the 
a subject suffering from 




HCV infection. The invention also relates to methods of treating an HCV 
infection in a subject by administering a pharmaceutical composition 
comprising the compounds of the present invention. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 7 8 76 0 0-38-8P 

(preparation of quinoxalinyl cyclic peptides as hepatitis C serine protease 



Y 



:alinyl cyclic peptic 



1, 2,3,6, 7, 8 
thienyl) ben: 
INDEX NAME) 



9, 10, 11, 13a, H 
o [g] quinoxalii 




1 SIM 



LREP 



CLMN 
ECL 
DRWN 



ANSWER 9 OF 26 USPATFULL c 
2004:267777 USPATFULL 

Reagents and methods for the detection and quantification of vancomycin 
in bilogical fluids 

Adamczyk, Maciej, Gurnee, IL, UNITED STATES 
Brate, Elaine M. , Grayslake, IL, UNITED STATES 
Perkowitz, Mary M. , Lake Zurich, IL, UNITED STATES 
Rege, Sushil D., Gurnee, IL, UNITED STATES 

US-20040209318 Al 20041021 < — 

2004US-00084S383 Al 20040513 (10) <— 
Division of Ser . No. 1998US-000026869, filed on 20 Feb 1998, ABANDONED 
Continuation of Ser. No. 199SUS-000416S67, filed on 4 Apr 1995, 
ABANDONED 
Utility 
APPLICATION 

STEVEN F. WEINSTOCK, ABBOTT LABORATORIES, 100 ABBOTT PARK ROAD, DEPT. 
377/AP6A, ABBOTT PARK, IL, 60064-6008 
Number of Claims: 3 8 
Exemplary Claim: 1 
26 Drawing Page ( s ) 
LN.CNT 1611 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB Immunoassay reagents, methods and test kits for the specific 

quantification of vancomycin in a test sample are disclosed. The reagent 
comprises antibodies prepared with immunogens of FIG. 6 wherein P is an 
immunogenic carrier material and X is a linking moiety. 

Also described is the synthesis of labeled reagents of FIG. 8 wherein Q 
is a detectable moiety, preferably fluorescein or a fluorescein 
derivative, and X is a linking moiety. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 183747-02-6P 

(immunoassay reagents and methods for the detection and quantification 
of vancomycin in biol . fluids, and preparation of immunogen, tracer, and 
monoclonal antibody) 
IT 183747-02-6P 

(immunoassay reagents and methods for the detection and quantification 
of vancomycin in biol. fluids, and preparation of immunogen, tracer, and 
monoclonal antibody) 
RN 183747-02-6 USPATFULL 

CN Vancomycin, S6-(4-( ( 3-carboxy-4- ( 3-oxo-3H-xanthen-9-y 1 ) phenyl ] amino ] -6- 
chloro-1, 3, S-triazin-2-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

PAGE 1-B 
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,3 b AH EWE P. 10 



Or , 



ing. 



MA, UNITED STATE; 
;, UNITED STATES 
20040916 
20030307 (10) 



Wang, Zhe, Hocke: 
PI US-2004018081S 
AI 2003US-000384120 
DT Utility 
FS APPLICATION 

LP.EP ENANTA PHARMACEUTICALS, INC. 

WATERTOWN, MA, 02472 
CLMN Number of Claims : 16 
ECL Exemplary Claim: 1 
DRWN No Drawings 
LN.CNT 2590 

CAS INDEXING IS AVAILABLE FOR THIS PATENT . 

AB The present invention relates to compoi 



ATTN : PATENT DEPT., 500 ARSENAL STREET, 



hepatitis C virus (HCV) NS3-NS4A protease. Consequently, the compounds 
of the present invention interfere with the life cycle of the hepatitis 
C virus and are also useful as antiviral agents. The present invention 
further relates to pharmaceutical compositions comprising the 
aforementioned compounds for administration to a subject suffering from 
HCV infection. The invention also relates to methods of treating an HCV 
infection in a subject by administering a pharmaceutical composition 
comprising the compounds of the present invention. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 744249-71-6P 

(macrocyclic hepatitis C virus (HCV) serine protease NS3 inhibitors, 
their synthesis and use to prevent HCV infection) 
IT 744249-71-6P 

(macrocyclic hepatitis C virus (HCV) serine protease NS3 inhibitors, 
their synthesis and use to prevent HCV infection) 
RN 744249-71-6 USPATFULL 

CN Cyclopropa (e| pyrrolo ( 1, 2 -a] [1,4] diazacyclopentadecine-1 4a (5H) - 
acid, 6-(((l, 1-dimethylethoxy) carbonyl ] amino] - 

1,2, 3, 6, 7, 8, 9, 10, 11, 13a, 14, 15, 16, 16a-tetradecahydro-2- ( 9-methoxy-4 
oxopyridazino (4, S-c] isoquinolin-3 ( 4H) -yl ) -5, 16-dioxo-, 
(2R, 6S, 13aS, 14aR, 16aS) - (CA INDEX NAME) 



-carboxylic 




ANSWER 11 OF 26 USPATFULL <: 



libraries of glycopeptic 



Thompson, Christopher, Milford, MA, UNITED STATES 

US-20040106772 Al 20040603 <— 

2003US-000631883 Al 20030731 (10) <— 
Division of Ser . No. 1999US-000353368, filed on 14 Jul 1999, GRANTED, 
Pat. No. US 6710168 

1999US-000134839P 19990519 (60) <— 

Utility 

APPLICATION 

WOODCOCK WASHBURN LLP, ONE LIBERTY PLACE, 46TH FLOOR, 1650 MARKET 
STREET, PHILADELPHIA, PA, 19103 
Number of Claims : 116 
Exemplary Claim: 1 

I 4343 

i PATENT. 

ila A.sub.l-A.sub.2-A.sub.3-A.sub.4-A.sub.5- 
A. sub . 6-A. sub . 7, in which each dash represents a covalent bond; wherein 
A.sub.l comprises a modified or unmodified a-amino acid residue, 
alkyl, aryl, aralkyl, alkanoyl, aroyl, aralkanoyl, heterocyclic, 
heterocyclic-carbonyl, heterocyclic-alkyl, heterocyclic-alkyl-carbonyl, 
alkylsulf onyl, ary 1 sulf ony 1 , guanidinyl, carbamoyl, or xanthyl; wherein 
each of A. sub. 2 to A. sub. 7 comprises a modified or unmodified 
tx-amino acid residue, whereby (i) A.sub.l is linked to an amino 
group on A. sub. 2, (ii) each of A. sub. 2, A. sub. 4 and A. sub. 6 bears an 
aromatic side chain, which aromatic side chains are cross-linked 
together by two or more covalent bonds, and (iii) A. sub. 7 bears a 
terminal carboxyl, ester, amide, or N-substituted amide group; 

and wherein one or more of A.sub.l to A. sub. 7 is linked via a glycosidic 
bond to one or more glycosidic groups each having one or more sugar 
residues, at least one of the sugar residues bearing one or more 
substituents of the formula YXR, N . sup . + ( R . sub . 1 ) =CR. sub . 2R. sub . 3, 
N=PR.sub.lR.sub.2R.sub.3, N . sup . +R . sub . 1R . sub . 2R . sub . 3 or 

P. sup.+R. sub. 1R. sub. 2R. sub. 3 in which Y is a single bond, O, NR, or S; X 
is O, NR. sub. 1, S, SO. sub. 2, C(0)0, C(0)S, C(S)0, C(S)S, C (NR . sub . 1 ) O, 
C (O) NR. sub . 1, or halo (in which case Y and R are absent). 

A chemical library comprising a plurality of the glycopept ides of the 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 256350-24-0P 

on of glycopeptide antibiotics and their combinatorial libraries) 



2563S0-: 
(pr< 
1S63SU- 



i of glycopeptide antibiotics and their combinatorial libraries) 
. mono(trif luoroacetate) 



Absolute stereochemistry. 
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ries of glycopeptide 



L3S ANSWER 12 OF 26 USPATFULL on STN (Continued) 



EXNAM 
LREP 



Thompson, Christopher, Milford, MA, United States 

The Trustees of the University of Princeton, Princeton, NJ, United 
States (U.S. corporation) 

US 6710168 Bl 20040323 <— 

19 9 9US-000353368 19990 714 ( 9 i <— 

1999US-000134839P 19990519 (60) <— 
Utility 
GRANTED 

Primary Examiner: Celsa, Bennett 
Woodcock Washburn LLP 
Number of Claims : 2 0 
Exemplary Claim: 1 

26 Drawing Figure(s); 26 Drawing Page(s) 



lILABLE I 



\ thi: 



PATEMT. 



, glycopept i. 



..2 — A. 



..3 — A. 



acid residue, alkyl, aryl, aralkyl, alkanoyl, aroyl, aralkanoyl, 
heterocyclic, heterocyclic-carbonyl, heterocyclic-alkyl, 
heterocyclic-alkyl-carbonyl, alkylsuifonyl, arylsulfonyl, guanidinyL, 
carbamoyl, or xanthyl; wherein each of A. sub. 2 to A. sub. 7 comprises a 
modified or unmodified ot-amino acid residue, whereby (i) A.sub.l 
is linked to an amino group on A. sub. 2, (ii) each of A. sub. 2, A. sub. 4 
and A. sub. 6 bears an aromatic side chain, which aromatic side chains are 
cross-linked together by two or more covalent bonds, and (iii) A. sub. 7 
bears a terminal carboxyl, ester, amide, or N-subst ituted amide group; 

and wherein one c 



; of t 



sugai 



■irig 



irig 



substituents of the formula YXR, N . sup . + ( R . sub . 1 ) . dbd . CR . sub . 2R . sub . 3 , 
N.dbd.PR.sub.lR.sub.2R.sub.3, N . sup . +R . sub . 1R . sub . 2R . sub . 3 or 
P . sup . +R. sub. 1R. sub. 2R. sub . 3 in which Y is a single bond, O, NR. sub. 1 or 
S; X is O, NR. sub. 1, S, SO. sub. 2, C(0)0, C(0)S, C(S)0, C(S)S, 
C(NR. sub. 1) O, C(0)NR.sub.l, or halo (in which case Y and R are absent). 

A chemical library comprising a plurality of the glycopept ides of the 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 2S63S0-24-0P 

on of glycopeptide ant ibiot ios and their combinator ial libraries) 



2S63S0-; 
(pr< 
256350- 



.peptide antibiotics and their combinatorial libraries) 
mono (trif luoroacetate) 



.ration of gly, 
-0 USPATFULL 

n, 6 " -deoxy-6 ' - [ ( 2-pyreny 1 sulf ony 1 ) oxy ] 
(9CI) (CA INDEX NAME) 





CRN 256350-23-9 

CMF C82 H83 C12 N9 026 S 

Absolute stereochemistry. 





t-BuO N" 
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L35 AH EWE p. : 



F 26 USPATFULL c 

USPATFULL 
ic peptides acti\ 



Goudreau, Nathalie, Mont-Royal, CANADA 
Halmos, Teddy, Laval, CANADA 

Llinas-Brunet, Montse, Dollard-des-Orraeaux, CANADA 
PA Boehringer Ingelheira (Canada) Ltd., Laval, CANADA ( non-U. S. corporation) 

PI US-20040002448 Al 20040101 <— 

AI 2003US-0003S8726 Al 20030205 (10) <— 

RLI Continuation of Ser . No. 2001US-000760946, filed on 16 Jan 2001, PENDING 

Continuation-in-part of Ser. No. 2000US-00054267S, filed on 3 Apr 2000, 

ABANDONED 

PRAI 1999US-000128011P 19990406 (60) < — 

DT Utility 

FS APPLICATION 

LREP BOEHRINGER INGELHEIM CORPORATION, 900 RIDGEBURY RD, P O BOX 368, 



P.I Eii 



87? 



CLMN 



of Clc 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The present invention covers raacrocyclic compounds of formula I active 

in-vitro and in cellular assays against the NS3 protease of the 
hepatitis C virus. ##STR1## 



CAS INDEXING IS AVAILABLE FOP. THIS PATENT. 
IT 300831-9S-2P 300831-99-6P 

(preparation of macrocyclic peptides active against the hepatitis C virus) 
IT 300831-95-2P 

(preparation of macrocyclic peptides active against the hepatitis C virus) 
RN 300831-95-2 USPATFULL 

CN Cyclopropa (e| pyrrolo [ 1, 2-a] [1,4] diazacyclotr idee ine- 12a ( SH) -carboxylic 

1, 2, 3, 6, 7, 8, 9, 11a, 12, 13, 14, 14a-dodecahydro-2- [ ( 7-methoxy-2-pheny 1-4- 
quinolinyl) oxy] -5, 14-dioxo-, ( 2R, 6S, 1 0E, 1 laR, 1 2aR, 1 4aS ) - (CA INDEX 
NAME) 

STRUCTURE DIAGRAM IS NOT AVAILABLE 



ANSWER IS OF 26 USPATFULL 
2003 : 222086 USPATFULL 
Macrocyclic peptides act: 



l STN 



EXNAM 
LREP 
CLMN 



live against the hepatitis C 
Tsantrizos, Youla S., Saint-Laurent, CANADA 
Cameron, Dale R., Rosemere, CANADA 
Faucher, Anne-Marie, Oka, CANADA 
Ghiro, Elise, Laval, CANADA 
Goudreau, Nathalie, Mont-Royal, CANADA 
Halmos, Teddy, Laval, CANADA 

Llinas-Brunet, Montse, Dollard-des-Ormeaux, CANADA 
Boehringer Ingelheim (Canada) Ltd, Laval, CANADA (nc 



n-U.S. corporation) 

US 6608027 Bl 20030819 <— 

2001US-000760946 20010116 (9) 

Continuation-in-part of Ser. No. 2 0 0 OUS-0 0 OS 4 26 75 , filed c 
now abandoned 

1999US-000128011P 19990406 (60) 
Utility 
GRANTED 

Primary Examiner: Russel, Jeffrey E. 
Raymond, Robert P., Datlow, Philip I., 
Number of Claims: 145 
Exemplary Claim: 1 

0 Drawing Figure (s); 0 Drawing Page(s 



1 3 Apr 2000, 



. Stempel, Alan R. 



CAS INDEXI1 



IS 



! against the hepatil 



herein, or a pharmaceut ical ly acceptable salts 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 300831-95-2P 300831-99-6P 

(preparation of macrocyclic peptides acti' 
IT 300831-95-2P 

(preparation of macrocyclic peptides active against the hepatitis C ^ 
RN 300831-95-2 USPATFULL 

CN Cyclopropa [e] pyrrolo [ 1, 2-a] [1,4] diazacyclotridecine-12a (SH) -carboxylic 
acid, 6- [ [ (1, l-dimethyl~tho:-:y) carbonyl] amino] - 

1, 2, 3, 6, 7, 8, 9, 11a, 12, 13, 14, 1 4a-dodecahydro-2- [ ( 7-methoxy-2-phenyl-4- 
quinolinyl) oxy] -5, 14-dioxo-, ( 2R, 6S, 1 0E, 1 laR, 1 2aR, 1 4aS ) - (CA INDEX 
NAME) 

STRUCTURE DIAGRAM IS NOT AVAILABLE 
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ANSWER 17 OF 26 USPATFULL c 
2000:80846 USPATFULL 
Peptidomimetic of helix-ti 



:emy M. , Charlottesville, VA, 
)f Virginia Patent Foundation, 
corporation) 



DT 



'97US-0C 
Utility 



J u 9 7 8 0 2 3 



Granted 

Primary Examiner: Tsang, Cecilia J 
Fabian A. 

Obion, Spivak, McClelland, Maier & Neustadt, P.C. 
Number of Claims: 5 
Exemplary Claim: 1 

4 Drawing Figure(s); 4 Drawing Page ( s j 
LN.CNT 774 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
AB A peptidomircii 



exnam 



ei ram 



Assistant Examiner: Jameison, 



Em A- bin. 



Lng prot- 



I by i 



:igne.: 



syntt 



. Conformatic 



.Kin. 



i hydrop'hobi 



; pepti. 



native form within a 12-membered cyclic tripeptide. The target compound 
lb was synthesized by two sequential Horner-Wittig couplings followed by 
enantioselective hydrogenation with Rh(MeDuPHOS) in 8 steps and 35% 
overall yield. The stereochemical outcome of the key hydrogenation was 
determined by aromatic ring oxidation with RuO.sub.2 /NalO.sub.4 to give 
two equivalents of Boc-Asp-OMe. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 196860-92-1P 

(preparation of pept idomimet ic of helix-turn-helix or gamma-turn) 



196860-92-1 USPATFULL 

4, 7-Diazabicyclo (9 .3. 1 ) pentadeca-1 (15) , 11, 13-tr iene-3-carboxy 1 ic acid, 
9- ( ( (1, l-dimethylethoxy)carbonyl] amino] -5, 8-dioxo-, (3S,9S)- (CA INDEX 



ANSWER 18 OF 26 USPATFULL on STN 
1999:137211 USPATFULL 
Glycopeptide antibiotic derivatives 

Cooper, Robin D. G., Indianapolis, IN, United States 

Nicas, Thalia I., Indianapolis, IN, United States 
Quatroche, John T., Indianapolis, IN, United States 
Rodriguez, Michael J., Indianapolis, IN, United States 
Snyder, Nancy J., Charlottesville, IN, United States 
Staszak, Michael A., Indianapolis, IN, United States 
Thompson, Richard C, Frankfort, IN, United States 
Wilkie, Stephen C, Indianapolis, IN, United States 
Zweifel, Mark J., Indianapolis, IN, United States 
Eli Lilly and Company, Indianapolis, IN, United States (U.S. 
corporation) 

US 5977062 19991102 <— 

1998US-00006223S 19980417 (9) <— 

Continuation of Ser . No. 1 9 9SUS-0 0 0 4 1 0 155 , filed on 24 Mar 1995, now 

patented, Pat. No. US 5840684 which is a continuation-in-part of 

Ser. No. 1994US-000356413, filed on 15 Dec 1994, now abandoned which i 
a continuation-in-part of Ser. No. 1994US-000189393, filed on 28 Jan 



Tsang, Cecilia J.; Assistant Examiner: Gupta, Anish 



DT Utility 
FS Granted 
EXNAM Primary E: 
LREP Musser, A: 
CLMN Number of Claims: 34 
ECL Exemplary Claim: 1 
DRWN No Drawings 
LN.CNT 4666 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The present invention provides glycopeptide antibiotic derivative 

compounds. These derivative compounds possess antibacterial activity 
against a wide variety of bacteria, including activity against 
vancomycin-resistant isolates. Methods of making and using these 
glycopeptide antibiotic derivative compounds are also provided. 



CAS ] 



i AVAILABLE FOR THIS PATENT. 

)-2P 171097-61-3P 171097-86-2P 
I-8P 171099-48-2P 

•ation of glycopeptide antibioti 
nation of glycopept ide antibioti 



NAME) 

Absolute stereochemistry. 
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L3S ANSWER 19 OF 26 USPATFULL on STN 

AN 1998:150893 USPATFULL 

TI Glycopeptide antibiotic derivatives 

IN Cooper, Robin D. G . , Indianapolis, IN, United States 

Huff, Bret E., MooresviLLe, IN, United States 




Snyder, Nancy J., Charlottesville, IN, United States 
Staszak, Michael A., Indianapolis, IN, United States 
Thompson, Richard C, Frankfort, IN, United States 
Wilkie, Stephen C, Indianapolis, IN, United States 
Zweifel, Mark J., Indianapolis, IN, United States 
PA Eli Lilly and Company, Indianapolis, IN, United States (U.S. 

corporation) 

PI US 5843889 19981201 <— 

AI 1997US-000816224 19970312 (8) <— 

RLI Division of Ser . No. 1 9 9 4US-0 0 0356 4 13 , filed on 15 Dec 1994, now 

abandoned which is a continuation-in-part of Ser. No. 1994US-000189393, 

filed on 28 Jan 1994, now abandoned 
DT Utility 
FS Granted 

EXNAM Primary Examiner: Tsang, Cecilia J.; Assistant Examiner: Marshall, S. G. 

LREP Page, Kathleen R. S., Boone, David E. 

CLMN Number of Claims: 9 

ECL Exemplary Claim: 1 

DRWN No Drawings 

LN.CNT 2070 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The present invention provides glycopeptide antibiotic derivative 

compounds. These derivative compounds possess antibacterial activity 
aginst a wide variety of bacteria, including activity against 
vancomycin-resistant isolates. Methods of making and using these 
glycopeptide antibiotic derivative compounds are also provided. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 171097-S4-4P 171097-S6-6P 171097-S9-9P 

171097- 60-2P 171097-61-3P 171097-86-2P 

171098- 89-8P 171099-48-2P 

(preparation of glycopeptide antibiotic derivs . ) 
IT 171097-54-4P 

(preparation of glycopeptide antibiotic derivs.) 
RN 171097-54-4 USPATFULL 

CN Vancomycin, 22-0- ( 3-amino-2 , 3 , 6-tr ideoxy-3-C-methy 1-a-L-arabino- 

hexopyranosyl)-N3' ■ - ( 9-phenanthreny lmethy 1 ) -, (4"R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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PAGE 1-A 



Me 
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ANSWER 20 OF 26 
Glycopepti 



omps 



.ephei 



Eli Lilly and Company. Indianapolis, IN, United States (U.S. 
corporation) 

US 5840684 19981124 <— 

1995US-000410155 19950324 (8) <— 

Continuation-in-part of Ser. No. 1 9 9 4US-0 0 0356 4 13 , filed on IS Dec 1994, 
now abandoned which is a continuation-in-part of Ser. No. 
1994US-000189393, filed on 28 Jan 1994, now abandoned 
Utility 

Primary Examiner: Tsang, Cecilia J.; Assistant Examiner: Gupta, Anish 
Page, Kathleen R. S., Plant, Thomas G., Boone, David E. 
Number of Claims : 7 



rn.pl ary i 



1 



AB The present invention provides g 1 ycopept l de antibiotic derivative 

compounds. These .derivative compounds possess antibacterial activi 
against a wide variety of bacteria, including activity against 
vancomycin-resistant isolates. Methods of making and using these 
glycopeptide antibiotic derivative compounds are also provided. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 171097-S4-4P 171097-S6-6P 171097-S9-9P 

171097- 60-2P 171097-61-3P 171097-86-2P 

171098- 89-8P 171099-48-2P 183669-S4-7P 
183669-74-1P 183669-7S-2P 

(preparation of 4- ( 4-chloropheny 1 ) benzyl-A 82846B and related con 
antibiotics) 
IT 171097-54-4P 

( p.reparat ion .of 4— ( 4 — oh 1 or optieny 1 ) benzyl-A arid related coo 

RN 171097-54- 



Absolute stereochemistry. 
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L3S ANSWER 21 OF 26 USPATFULL on STN 

AW 91:92638 USPATFULL 

TI Cyclic GnRH antagonists 

IN Rivier, Jean E. F., La Jolla, CA, United States 

Koerber, Steven C, Encinitas, CA, United States 

HagLer, Arnold T . , La Jolla, CA, United States 

Rivier, Catherine L., La Jolla, CA, United States 

Vale, Jr., Wylie W., La Jolla, CA, United States 
PA The Salk Institute for Biological Studies, San Diego, CA, United States 

PI US S064939 19911112 <— 

AI 1990US-00047S767 19900206 (7) <— 

DT Utility 

EXNAM Primary EKarainer: Lee, Lester L.; Assistant Examiner: Davenport, Avis 

LREP Fitch, Even, Tabin & Flannery 

CLMN Number of Claims: 35 

ECL Exemplary Claim: 1 

DRWN No Drawings 

LN.CNT 1277 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB Peptides which inhibit the secretion of gonadotropins by the pituitary 



L35 ANSWER 21 OF 26 USPATFULL c 



(Continued) 



gland 



effec 



: of : 



! by t 



lagoni 



the 1- and 3-positi 
disulfide linkage I 
chain amino group i 



ns, respectively. Examj 
tween Cys residues, an 
d a side chain carboyx] 
lkyl groups, and a c 



side-chain alkyl group and a side-chain sulfhydryl group. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT . 
IT 137210-S4-9P 137210-SS-OP 137210-57-2P 
137210-S9-4P 1372SS-30-2P 137267-90-4P 
137267-91-SP 1389S4-39-9P 1389S4-43-SP 

(preparation of, as gonadotropin-releasing hormone antagonist) 
IT 137210-S4-9P 

(preparation of, as gonadotropin-releasing hormone antagonist) 
RN 137210-S4-9 USPATFULL 

CN Glycinamide, 4-chloro-D-phenylalanyl-l 
diaminoundecanoyl-L-ornithyl-L-tyro: 
leucyl-NS- [ (diethylamino) iminomethy! 
(2^1) -peptide (9CI) (CA INDEX NAME 



-acetyl (R) -1 l-carboxy-D-2 , 11- 
-3-(2-naphthalenyl) -D-alanyl-L- 
L-ornithyl-L-prolyl-, cyclic 



12N-C-CH2-NH-C 



rV 



PAGE 1-A 



- (CH: i j-HH- C— NEt: 



C=0 O CH 2 (CH 2 )3-NH 2 

C— CH NH C 
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L3S ANSWER 22 OF 26 USPAT2 on STN 
AN 2007:69257 USPAT2 

TI Quinoxalinyl macrocycl ic hepatitis C serine protease inhibitors 

IN Nakajima, Suanne, Cambridge, MA, UNITED STATES 

Miao, Zhenwei, Medway, MA, UNITED STATES 




Or, Yat Sun, Watertown, MA, UNITED STATES 

Wang, Zhe, Hockessin, DE, UNITED STATES 
PA Enanta Pharmaceuticals, Inc., Watertown, MA, UNITED STATES (U.S. 

corporation) 

PI us 7368452 B2 20080506 

AI 2006US-000489011 20060718 (11) 

RLI Continuation of Ser. No. 2004US-000826743, filed on 16 Apr 2004, Pat. 

No. US 7176208 

PRAI 2003US-000509071P 20030418 (60) <— 
DT Utility 
FS GRANTED 

EXNAM Primary Examiner: Kifle, Bruck 

LREP Nukajima, Suanne, Elmore, Carolyn S., Elmore Patent Law Group 
CLMN Number of Claims : 12 
ECL Exemplary Claim: 1 
DRWN No Drawings 
LN.CNT 3984 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The present invention relates to compounds of Formula I or II, or a 

pharmaceutical ly acceptable salt, ester, or prodrug, thereof: 

##STR1## which inhibit serine protease activity, particularly the 
activity of hepatitis C virus (HCV) NS3-NS4A protease. Consequently, the 
compounds of the present invention interfere with the life cycle of the 
hepatitis C virus and are also useful as antiviral agents. The present 
invention further relates to pharmaceutical compositions comprising the 
aforementioned compounds for administration to a subject suffering from 
HCV infection. The invention also relates to methods of treating an HCV 
infection in a subject by administering a pharmaceutical composition 
comprising the compounds of the present invention. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 787600-38-8P 

(preparation of quinoxai iny 1 cyclic p.eptides as hepatitis C serine protease 
IT 787600-38-8P 

(preparation of quinoxalinyl cyclic peptides as hepatitis C serine protease 
RN 787600-38-8 USPAT2 

CN Cyclopropa (e| pyrrolo ( 1, 2-a] (1,4] diazacyclopent adecine-1 4a ( 5H ) -carboxylic 
acid, 6- ( ( (1, 1-dimethylethoxy) carbonyl] amino] - 

1,2, 3, 6, 7, 8, 9, 10, 11, 13a, 14, 15, 16, 16a-tetradecahydro-5 , 16-dioxo-2- [ [3- (2- 
thienyl)benzo[g]quinoxalin-2-yl] o::y] -. ( 2 p.. 6S. lJaS. 14aR, 16aS) - (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 
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ANSWER 23 OF 26 USPAT2 on STN 
2005:88018 USPAT2 

Glycopeptide antibiotics, combinational libraries of glycopeptide 
antibiotics and methods of producing same 
Kahne, Daniel, Princeton, NJ, UNITED STATES 
Kerns, Robert, Troy, MI, UNITED STATES 



corporation) 

US 7331920 B2 20080219 

2003US-000676391 20031001 (10) < — 

Division of Ser. No. 1999US-000353368, filed on 14 Jul 1999, Pat. No. 
US 6710168 

1999US-000134839P 19990519 (60) <— 
1998US-000150690P 19980714 (60) <— 
Utility 
GRANTED 

Primary Examiner: Schultz, J. Douglas; Assistant Examiner: Lundgren, J. 



Woodcock Washburn, 
Number of Claims : 
Exemplary Claim: 1 
26 Drawing Figure ( 



LLP 



1 glycopepti. 



glycosrdrc group which has a hexo: 
protected glycopeptide has no fre« 
free primary hydroxy 1 group only ; 
le . The protectee! glycopeptic 



heptapeptide structure of 
it A. sub. 4 is linked to a 
iidue linked to A. sub. 4; and the 
10 or carboxyl groups and has a 
? 6-position of said hexose 
i contacted with a compound of the 



formula ArSO.sub.2G where Ar is an aryl group and G is a leaving group 
under conditions effective to allow reaction of said free primary 
hydroxyl group to form a glycopeptide sulfonate ester; and the 
glycopeptide sulfonate ester is contacted with a nucleophile under 
conditions effective to allow displacement of a sulfonate group to 
produce a substituted glycopeptide. 

J INDEXING IS AVAILABLE FOR THIS PATENT. 
2S63S0-24-QP 

(preparation of glycopeptide antibiotics and their combinatorial li 
2S63S0-24-0P 

(preparation of glycopeptide antibiotics and their combinatorial li 
256350-24-0 USPAT2 

Vancomycin, 6 "-deoxy-6 '- ( ( 2-pyrenylsulf onyl ) oxy] -. 
(salt) (9CI) (CA INDEX NAME) 

CM 1 



mo neftriflueieaeetatei 



Absolute stereochemistry. 
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L3S ANSWER 24 OF 26 USPAT2 



Mia 



Sun, Ying, Waltham, MA, UNITED STATES 
Tang, Datong, Maiden, MA, UNITED STATES 
Xu, Guoyou, Auburndale, MA, UNITED STATES 
Porter, Brian, Cambridge, MA, UNITED STATES 
Or, Yat Sun, Watertown, MA, UNITED STATES 
Wang, Zhe, Hockessin, DE, UNITED STATES 

Enanta Pharmaceuticals, Inc., Watertown, MA, UNITED STATES (U.S. 
corporation) 

B2 20070213 

20040416 (10) <— 
20030418 (60) <— 



-7176208 
2004US-000826743 
2003US-000S09071P 
Utility 
GRANTED 



EXNAM 
LREP 
CLMN 



Primar; 
Edward: 

Exemplary 



Pair 



i Dodge LLP, Hsi, Jeffrey D. 



CAS INDEXI1 



phai 



.ly accepta) 



-eof : 



activity of hepatitis C virus (HCV) NS3-NS4A protease. Consequently, the 
compounds of the present invention interfere with the life cycle of the 
hepatitis C virus and are also useful as antiviral agents. The present 
invention further relates to pharmaceutical compositions comprising the 
aforementioned compounds for administration to a subject suffering from 
HCV infection. The invention also relates to methods of treating an HCV 
infection in a subject by administering a pharmaceutical composition 
comprising the compounds of the present invention. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 787600-38-8P 

(preparation of quinonalinyl cyclic peptides as hepatitis C serine protease 



(prepai 



cyclic pepti< 



acid, 6- [ [ ( 1, 1-dimethylethoxy ) carbonyl ] amino) - 

1, 2,3,6, 7, 8, 9, 10, 11, 13a, 14, 15, 16, 16a-tetradecahydro-S , 16-dioxo-2- [ [3-(2- 
thienyl) benzo [g] quinoxal in-2-y 1 ] oxy] -, (2R, 6S, 13aS, 14aR, 16aS) - (CA 
INDEX NAME) 
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(Continued) 




PAGE 1-B 




!. 25 OF 26 USPAT2 c 
2004:51441 USPAT2 
Inhibitors of hepatitis 
Campbell, Jeffrey Aller 



:heshire, CT, United States 
.ingford, CT, United States 
iny, Princeton, NJ, United States (U.£ 



2002US-00031 7451 
2002US-000382103P 
2001US-000344080P 
Utility 



B2 20050315 
20021212 
20020520 (60) 



EXNAM Primary Examiner: Leith, Patricia; Assistant Examiner: Audet, Maury 
CLMN Number of Claims: 14 
ECL Exemplary Claim: 1 

DRWN 0 Drawing Figure is); 0 Drawing Page ( s ) 
LN.CNT 435 4 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The present invention relates to macrocyclic compounds, methods for 

making these compounds, pharmaceutical compositions and the therapeutic 
or prophylactic use of these compounds by administering said compounds 



SSL: 3 34-9Q-4P 552334-92-61 



prerai 



> ssijja- 



; of 1 



nhibitors of hepatitis C virus) 
nhibitors of hepatitis C virus) 



SSLL33S-L: /-OP 552335-30-5. 

(preparation of macrocyclic compels . a: 
552334-90-4P 

(preparation of macrocyclic compds . a: 
552334-90-4 USPAT2 
Carbamic acid, ( ( 2R, 6S, 9E, 1 OaS, 1 laR, 13aS ) -1 la- 

[ [ (cyclopropylsulfonyl) amino] carbonyl] -2, 3, 5, 6, 7, 8 , 1 0a, 1 1 , 1 la, 1 2 , 13 , 13a- 
dodecahydro-2- [ ( 7-methoxy-2-phenyl-4-quinolinyl ) oxy] -5, 13-dioxo-lH- 
cyclopropa [e] pyrrolo [1, 2-a] [1,41 diazacyciododecin-6-yl ] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




Y 



AJ 



t-BuO N" 
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=> d his 

(FILE 'HOME' ENTERED AT 10:39:24 ON 23 SEP 2008) 

FILE 'HCAPLUS' ENTERED AT 10:39:54 ON 23 SEP 2008 

LI 1 US20070072792/PN 

FILE 'REGISTRY' ENTERED AT 10:40:09 ON 23 SEP 2008 

FILE 'HCAPLUS' ENTERED AT 10:40:09 ON 23 SEP 2008 

L2 TRA LI 1- RN : 311 TERMS 

FILE 'REGISTRY' ENTERED AT 10:40:09 ON 23 SEP 2008 

L3 311 SEA L2 

FILE 'REGISTRY' ENTERED AT 10:40:15 ON 23 SEP 2008 

L4 STR 

L5 3 L4 
L6 1987968 14-17/RATC 

L7 1 L4 SAM SUB=L6 

L8 698 L4 FULL SUB=L6 

SAV TEM U260C1GIV/A L8 

L9 4 0 L8 AND L3 

L10 658 L8 NOT L9 

Lll 60L10 AND C3/EAS 

L12 STR L4 

LI 3 0 L12 SAM SUB=L8 

L14 0 L12 FULL SUB=L8 

L15 293L10 AND NRRS=1 

L16 39 L9 AND NRRS=1 

L17 1 L9 NOT L16 

FILE 'HCAPLUS' ENTERED AT 11:01:25 ON 23 SEP 2008 

L18 2 L16 

FILE 'REGISTRY' ENTERED AT 11:02:27 ON 23 SEP 2008 

L19 STR L4 

L20 8 L19 SAM SUB=L8 

L21 188 L19 FULL SUB=L8 

SAV TEM J260C1GIVS/A L21 

L22 39 L21 AND L3 

L23 149 L21 NOT L22 

FILE 'HCAPLUS' ENTERED AT 11:05:00 ON 23 SEP 2008 

L24 2 L22 

L25 48 L23 

L26 31 L25 AND ( PRD<=2 0 0 41 1 0 4 OR PD<=20041104 OR AD<=2 0 0 4 1 1 0 4 ) 
SEL HIT RN 

FILE 'REGISTRY' ENTERED AT 11:06:15 ON 23 SEP 2008 

L27 66 El-66 

L28 3 L27 AND (C22H39N305 OR C22H41N305 OR C40H47N5O9S) 

SEL RN 2-3 

L29 2 E67-68 AND L28 

FILE 'HCAPLUS' ENTERED AT 11:17:27 ON 23 SEP 2008 

L30 1 L29 

FILE ' HCAOLD ' ENTERED AT 11:17:40 ON 23 SEP 2008 

L31 0 L22 

L32 0 L23 

FILE ' USPATFULL, USPATOLD, USPAT2 ' ENTERED AT 11:18:30 ON 23 SEP 2008 

L33 1 L22 

L34 34 L23 

L35 26 L34 AND (PRD<=20041104 OR PD<=20041104 OR AD<=2 0 0 41 10 4 ) 

L36 0 L29 

FILE 'HCAPLUS' ENTERED AT 11:20:38 ON 23 SEP 2008 



23/09/2008 Page 27 



10 / 577260 



L37 2 L18,L24 

L38 2 L18,L24 
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